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Claim Listing ; 

1. (Currently Amended) A compound of the formula (I) 




wherein R 1 is (C 2 -C9)heteroaryl optionally substituted with one or more substituents, 
wherein each substituent is independently hydrogen, oxygen, halo, ON; (Ci-Q)alkyl, hydroxy, 
hydroxy-(C,-C6)alkyl, (Ci-Q^koxy, (Ci-d)alkoxy(Ci-C6)alkyl, H0-(C=O>, (Ci-C6)alkyl-0- 
(O0>, Ha(C=OHCi-C6)alkyl, (C,-C6)alkyl-0-(C=OHCi-C6)alkyl, (d-C 6 )alkyl-(C=0)-0-, 
(C!-C 6 )alkyl-(C=0)-0-(Ci-C6)alkyl, H(0=C)-, H(0=CMCi-C6)alkyl, (C r C6)alkyl(0=C)-, 
(C,-C6)alkyl(OK:KCi-C6)alkyl, N0 2 , amino, (Ci-C6)alkylarnino, [(Ci-C 6 )alkyl] 2 amino, 
arruno(Ci-C 6 )alkyl, (Ci-C 6 )alkylamino(C)'C«)alkyl, [(C)-C 6 )alkylj 2 ammo(Ci-C6)alkyl, H2N-(C=0)- 
, (CrC 6 )alkyl-NH-(C=0>, [(CrC 6 )alkyl] 2 N-(C=0)-,H 2 N(C=0)-(CrC6)alkyl, (C r C 6 )alkyl- 
HN(C=0)-(C,-C 6 )alkyl, [(Ci-C 6 )alkyl}iN-(C=0>(C,-C 6 )alkyl, H(0=C)-NH-, (d-Cfi^kyl^O)- 
NH^d-CeJalkyl^OJ-tNHKCi-Cs)^!, (Ci^alkylCCO^tNCCi-^alkyllCd-^alkyl, 
(C,-C«)alkyl-S-, (d-C6)alkyl-(S=0)-, (C,-C*)alkyl-SQr, (C,-C 6 )alkyl-S0 2 -NH-, H 2 N-S0 2 -, H 2 N- 
S0 2 -(C,-C 6 )alkyl, (Ci-d)alkylHN-S02-(C,-C6)alkyl, [(Ci-C6)alkyl] 2 N-SO 2 -(0,-C 6 )alkyl > CF3SO3-, 
(Ci-C s )alkyl-S03-, phenyl, (C 3 -Cio)cycloalkyl, (C 2 -d)heterocycloalkyl, or (C 2 -C9)heteroaryl; 

R 2 is phenyl-(CHa)m-, naphthyHCH 2 ) m -, (Cs-CuOcycloalkyHCHzV, or (Q-C 9 )heteroaryl- 
(CH 2 ) m -, wherein m is zero, one, two, three or four; wherein each of said phenyl, naphthyL 
(C3-Cio)cycloalkyl and (C 2 -C*)heteroaryl moieties of said phenyl^CH^^ naphthyl-(CH 2 ) m -, 
(C3-C 10 )cycloalkyl-(CH2)m- and (d-C9)heteroaryl-(CH 2 ) m - groups may optionally be substituted 
with one or more substituents, wherein each substituent is independently hydrogen, halo, ON, 
(C,-C6)alkyl, hydroxy, hydroxy-(C,-C6)alkyl, (C,-C6)alkoxy, (Ci^alkoxyCCj-C^alkyl, HO- 
(0=0)-, (C,-C 6 )alkyl-0-(C=0)-, HO-(C=OKCi-C6)alkyl, (0,-C6)alkyl-O-(C=O)-(C,-C6)alkyl, 
(C,-d)alkyl-(0=O)-O-, (C 1 -C 6 )alkyl-(CO)-0-(Ci-C6)alkyl, H(0=C)-, H(0=CMC,-C 6 )alkyl, 
(CrC 6 )alkyI(0=<:>, (Ci-C 6 )alkyl(0=C)-(C 1 -C 6 )alkyl,N0 2 , amino, (C r Q)all^lamino, 
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[(Ci-C 6 )alkyl] 2 amino, ainino(d-Q)alkyl, (Ci-C 6 )alkylammo(Ci-Q)a]kyl, 
[(d-Q^lkylbammoCCi-Cfi^l, H 2 N-(C=0>, (d-Q)aUcyl-NH-(C=0>, [(Ci-C 6 )alkyl]2N-(C=0)- 
> H 2 N(C=0)-(C t -C6)alkyl > (C-CgJalkyl-HNCOOXC-QJalkyl, [(C,-C6)alkyll2N-(C=0)- 
(d-C 6 )alkyl, H(0=C)-NH-, (Ci-C6)alkyl(O0)-NH, (d^alkyKCOJ-tNIflCCi^alkyl, 
(d-C6)alkyl(C-0)-[N(d-d)alkyl](d^ 

(C,-C6)alkyl-S0 2 -, (C,-C 6 )alkyl-S02-NH-, H^-SOr, H^-SOHd-Qtfalkyl, (C,-C 6 )alkylHN- 
SCh-CC-^alkyl, [(Ci-C 6 )alkyl] 2 N-S0 2 -(Ci-C6)alkyl J CF 3 S0 3 -, (d-d)alkyl-S0 3 -, phenyl, 
phenoxy, benzyloxy, (C 3 -C, 0 )cycloalkyl, (C 2 ^)heterocycloalkyl, or (C 2 -C<>)heteroaryl; 

R 3 is hydrogen, (d-do)alkyl, (C 3 -do)cycioa!kyl-(CH 2 )„-, (Cj-C^heterocycloalkyHCH^n-, 
(C 2 -C9)heteroaryHCH 2 ) n - or aryl-(CH 2 V; wherein n is zero, one, two, three, four, five or six; 

wherein the (C r C 1 o)alkyl moiety of said R 3 (d-do)alkyl group may optionally be 
substituted with one or more substituents, wherein each substituent is independently hydrogen, halo, 
CN, (d-Cyalkyl, (d-C 6 )alkoxy, (C-Cs^oxyCC-^alkyl, R 8 -L-0-, HO-(C=0)-, (d^alkyl- 
CKCO)-, HO-(C=OKCi-C 6 )alkyl> (Ci-C 6 )alkyl-0-(OOKCi-C6)alkyl, (d^)alkyl-(C=0)-0-, 
(C-C6)alkyKC=0)-0-(CrC6)alkyl, H(OC>, H(O^Md-C<i)alkyl, (d-C6)alkyl(0=C)-, 
(Ci-C 6 )alkyKO=C)-(Ci-C 6 )alkyl, NOa, amino, (d-C 6 )alkylamino, [(Ci-C6)alkyl] 2 amino, 
amino(CrC 6 )alkyl, (d^6)alkylammo(d-C 6 )alkyl, [(C 1 -C 6 )alkyl] 2 amino(C 1 -C 6 )alkyl > H 2 N-(C=0> 
, (d-C 6 )alkyl-NH-(C=0)-, [(C,-C«)alkyl] 2 N-(C=0>, H 2 N(C=0>(C,-C 6 )alkyl, (d-C 6 )alkyl- 
HN(C=OHC i-C6)alkyl, [(Ci-Ce^kyq^KC^Xd-CsJalkyl, H(0=C)-NH-, (C,-C6)alkyl(C=0)- 
NH.^rC^alkylCC^-tNHJCCi^alkyl, (C 1 -C6)alkyl(C=0)-rN(Ci-C6)alkyl](C l -C 6 )alkyl, 
(Ci-C 6 )alkyl-S-, (d-C 6 )alkyl-(S=0)-, (d-C 6 )alkyl-S0 2 -, (d-C^alkyl-SCh-NH-, H^-SCV, H 2 N- 
SOrCCt-dJalkyl, (C l -C 6 )alkylHN-S0 2 -(Ci-C 6 )alkyl > [(Ci-C6)alkyl] 2 N-S02-(C,-C 6 )alkyl, CF 3 S0 3 -, 
(d-C 6 )alkyl-S0 3 -, phenyl, (C 3 -do)cycloalkyl, (C 2 -C 9 )heterocycloalkyl, or (C 2 -C 9 )heteroaryl; and 
wherein any of the carbon-carbon single bonds .of said (d-d 0 )alkyl may optionally be replaced by 
a carbon-carbon double bond; 

wherein the (d-do)cycloalkyl moiety of said R 3 (C 3 -do)cycloalkyl-(CH 2 >,- group may 
optionally be substituted by one to three substituents, wherein each substituent is independently 
hydrogen, halo, CN, (d-C«5)alkyl, hydroxy, hydroxy-(d-C 6 )alkyl, (d-C 6 )alkoxy, 
(d-C 6 )alkoxy(d-C 6 )alkyl> R 8 -L-0-, HO-(C=0>, (d-C 6 )alkyl-0-(C=0)-, HO-(C=OHCi-C6)alkyl, 
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(C,-C6)alkyl-OKC<)MCi-Q)« 

H(OC)-, H(0=CHCi-C6)alkyl, (Ct^alkyKOK?)-, (Ci-C 6 )alkyl(0=C)-(CrC6)alkyl,N02, 
amino, (Ci-Cs)alkylamino, [(Ci-Q)alkyl] 2 amino, amino(CrC6)alkyl, 

(Q-QJalkylarninoCC^alkyl, [(C,^ 6 )alkyl]jamino(Ci-C6)alkyl, HzN-CCOK (C]-C 6 )alkyl-NH- 
(C=0)-, [(C,-C 6 )alkyl]2N-(C=0)-, H 2 N(C=0)-(Ci-C6)alkyl, (C-^alkyl-HNCOOHd-QJalkyl^ 
[(C l -C 6 )alkyl] 2 N-(C=0)-(C 1 -C6)alkyl, H(0=Q-NH-, (C,-C6)alkyl(C=0)-NH, (Ct-C^alkylCC^O- 
[NH](CrC 6 )alkyl s (Ci-C<)alkyl(C=0>[N(C,.C6)alkyI](Ci-C6)alky!, (Ci-C6)alkyl-S-, (C,-C6)alkyl- 
(S=0>, (Ci-Qdalkyl-SOz-, (Ci-C6)aikyI-S0 2 -NH-, rfcN-SCb-, IfcN-SOrCCi-Cs^kyl, 
(Ci-C 6 )alkylHN-S0 2 -(C I -C 6 )alkyl, [(Ci-C6)aDcy1] 2 N-S0 2 -(Ci-C6)alkyl, CF 3 S0 3 -, (Ci-C 6 )alkyl- 
$0 3 -, phenyl, (C 3 -C l0 )cycloalkyl, (C 2 -C9)heterocycloalkyl, or (C 2 -C}>)heteroaryI; 

wherein the (C 2 -C«>)heterocycloaikyl moiety of said R 3 (C2-Q)heterOcycloalkyl-(CH 2 ) n - 
group comprises nitrogen, sulfur, oxygen, >S(=0), >S0 2 or >NR* wherein said (C 2 - 
C 9 )heterocycloalkyl moiety of said (C 2 -C 9 )heterocycloalkyl-(CH 2 ) fl - group may optionally be 
substituted on any of the ring carbon atoms capable of forming an additional bond with a 
substituent wherein the substituent is hydrogen, halo, CN, (Q-QOalkyl, R 8 -L-0-, hydroxy, 
hydroxy-CQ-QDalkyl, (Ci-C^alkoxy, (C I -C«)alkoxy(Ci-C 6 )alkyl, HO-(C=0>, (C,-C 6 )alkyl-0- 
(C=0)-, HO-(C=0>(CrC 6 )alkyl, (C,-C6)alkyl-0-(O0)-(Ci-C 6 )alkyl 5 (Ci<«)alkyl-(C=O)-0-, 
(Ci-C«)alkyl-(C=0)-0-(C,-C6)alkyl, H(0=C>, H(CM:>(C,-C s )alkyl, (C,-C«)alkyl(0=C>, 
(Ci-C 6 )alkyl(OC)-(Ci-C6)alkyl, N0 2 , amino, (C,-C 6 )alkylamino, [(Ci-C 6 )alkyl] 2 amino, 
amino(C,-C6)alkyl, (Ci-C 6 )alkylamino(CrC 6 )alkyl, [(Ci-C s )dM]2amino(C,-C«)alkyl, H 2 N-(C=0> 
, (C|-C 6 )alkyl-NH-(C=0)-, [(C,-C 6 )alkyl] 2 N-(C=0)-, H 2 N(C=0>(Ci-C«)alkyl, (Q-QOalkyl- 
HN(C=0>(C,-C 6 )alkyl, [(d^alkyll^-CC^XCi-^alkyl, H(OC)-NH-, (d^alkyKCK))- 
NH^C^CgJalkyKC^J-imiCCr^alkyl, (C,-C 6 )alkyl(O0)-[N(C 1 -C 6 )alkyl](C)-C 6 )alkyl, 
(C,-C 6 )alkyl-S-, (Ci-Q)alkyl-(S«0)-, (Cj^alkyl-SCh-, (Ci-C 6 )alkyl-S0 2 -NH-, H 2 N-S0 2 -, H 2 N- 
SOHd-QJalkyl, (C 1 -C 6 )alkylHN-S0 2 -(C 1 -Cs)alkyl, [(C,-C $ )alkyl] 2 N-S0 2 -(Ci-Q)alkyl, CF3SO3-, 
(Ci'C 6 )alkyl-S0 3 -, phenyl, (C 3 -Cio)cycloalkyl, (C 2 -C9)heterocycloalkyl, or (C 2 -C9)heteroaryl; 

wherein the (d-C^heteroaiyl moiety of said R 3 (C 2 -C9)heteroaiyl-(CH 2 )„- group comprises 
nitrogen, sulfur or oxygen wherein said (C 2 -C9)heteroaryl moiety of said (C 2 -C9)heteroaryl-(CH 2 ) n - 
group may optionally be substituted on any of the ring carbon atoms capable of forming an 
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additional bond with a substituent, wherein the substituent is hydrogen, halo, CN, (Ci-C 6 )alkyl, R 8 - 
L-0-, hydroxy, hydroxy-(d-Q;)alkyL (d-Q)alkoxy, (C,-Q)alkoxy(d-C6)alkyl HO-(OO)-, 
(C r C 6 )alkyl-OKC=O)-,HOKC-0>(C I -C 6 )alkyl,(C,-C6)alkyl-O<C=0)-(C 1 -C 6 )d^ 
(Ci-Cfi)alkyl-(OO)-0-, (C-CeJalkyHCOJ-O-id^alkyl, H(0=C>, H(0=CMd-C 6 )alkyl, 
(Ci-C6)alkyl(0=C)-, (C^alkyKO^CHCi^alky^NOa, amino, (C r Q0alkylamino, 
[(Ci-C6)alkyl] 2 amino, amino(d-C6)alkyl, (Ci-C 6 )aIkylamino(Ci-C6)alkyl, 

[(Ci^)alkyl] 2 anuno(d-C 6 )alkyl, H 2 N-(C=0)-, (Ci-C6)alkyl-NH-(C=0)-, [(d-C 6 )alkyl] 2 N-(C=0> 
, H2N(C=OHCt-C 6 )alkyl, (Ci-C 6 )alkyl-HN(C=0)-(C I -C 6 )alkyl, [(d-C 6 )alkyl] 2 N-(C=0)- 
(C r C6)alkyl, H(0=C>NH-, (Ci-C 6 )alkyl(C=0>NH, (C,-Q)alky!(C=0)-[NH](C,-C«)alkyl, 
(d-^alkyKCKO-l^d-CsJal^^^ 

(d-C 6 )alkyl-S0 2 -, (Q-C^alkyl-SOz-NH-, H 2 N r S02-, H 2 N-SOHCi-C«)alkyl, (Ci-C 6 )alkylHN- 
SC^-CCi-C^alkyl, [(d^alkyl^-SCb-CC-C^alkyl, CFsSOs-, (d-C6)alkyl-S0 3 -, phenyl, 
(d-Cio)cycloalkyl, (C 2 -C^)heterocycloalkyl, or (Q^heteroaryl; and 

wherein said aryl moiety of said R 3 aryl-(CH 2 ) n - group is optionally substituted phenyl or 
naphthyl, wherein said phenyl and naphthyl may optionally be substituted with from one to three 
substituents, wherein each substituent is independently hydrogen, halo, CN, (Ci-C6)alkyl, R s -L-0-, 
hydroxy, hydroxy-(d-C 6 )alkyl, (d-C 6 )alkoxy, (Ci-C 6 )alkoxy(Ci-Qi)alkyl, HO-(C=0>, 
(d^6)alkyl-0-(CN3)-,HO<C=OHCrC 6 )a^^ 

(Ci-C6)alkyl-(C=O)-0-, (Ci-C6)alkyHC=0)-0-(Ci-C6)alkyl, H(0=C)- } H(0=CHd-C 6 )alkyl, 
(Ci-C6)alkyl(0=C)-, (d-C6)alkyl(0=C)-(Ci-C6)alkyl,N0 2 , amino, (Ci-C^alkyiamino, 
[(Ci-C 6 )alkyl] 2 amino, amino(Crd)alkyl, (Ci-d)alkylamino(Ci-C 6 )alkyl, 

[(C!^ 6 )alkyl] 2 amino(CrC 6 )alkyl, HzN-COO)-, (d-C 6 )alkyI-NH-(C=0)-, [(C,-C6)alkyl3 2 N-(C=0> 
, HsNCCOMd-Ce^kyl, (C,-C 6 )alkyl-HN(C=0)-(Ci-C6)alkyl, [(C-QOalkylJzNKC-O)- 
(d-C 6 )alkyl, H(0=C)-NH-, (C,-C«)alkyl(C=0)-NH, (C^Jalkyl^Oi-tNrTlCCrQalkyl, 
(C l -C 6 )aM(C=0)-[N(C 1 -d)alkyl](CrC 6 )alkyl,(C 1 ^ 6 )alkyl-S-,(C l -d)^ 
(Ci-C^alkyl-Sdr, (d-Q^lkyl-SOz-NH-, KbN-SCV, H^-SOHCi-QOalkyl, (Ci-C 6 )alkylHN- 
S02-(d-C6)alkyl, [(Ci-Q0alkylJ 2 N-SO 2 -(d-Q)alkyl, CF3SO3-, (C,-C 6 )alkyl-S0 3 -, phenyl, 
(C 3 -Cio)cycloalkyl, (d-C9)heterocycloalkyl, or (Qj-QOheteroaryl; 

or R 3 and the carbon to which it is attached form a five to seven membered carbocyclic ring, 
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wherein any of the carbon atoms of said five membered carbocyclic ring may optionally be 
substituted with a substituent, wherein the substituent is hydrogen, halo, CN, (C]-Q)alkyl, R -L-O, 
hydroxy, hydroxyKd-dOalkyl (C,-C 6 )alkoxy, (d-d)alkoxy(d-d)alkyl, H0-(O0)-, 
(C,-C 6 )allcyi-0-(C=0)-, HO^C<))-(d-C6)alkyl, (Ci-C^kyl-O-CCOXCi^alkyl, 
(C,-C 6 )alkyKC=O)-0-, (C,-C6)alkyHC=0)-0-(C,-C«)aIkyl, H(0=€>, H(0*CKCi-C 6 )alkyl, 
(Ct-Cfi)alkyl(0=C)-, (Ci-C 6 )alkyl(0=C)-(C r C <s )alkyl,N02, amino, (Ci^alkylamino, 
[(d-C 6 )alkyl] 2 amino, amino(Ci-Q)alkyI, (d-QOalkylammo(d-C 6 )alkyl, 

[(C r C 6 )alkyl]2amino(C,-C6)aIkyl, H 2 N-(C=0)-, (Ci-C6)alkyl-NH-(C=0)-, [(d-C^alkylJzN-CC^ 
, H2N(C=OMC,-C 6 )alkyl, (C,-C 6 )alkyl-HN(O0)'(C,-C s )alkyl, [(Ci-C6)alkyl]2N-(C=0)- 
(C,-C 6 )alkyl, H(0=C>NH-, (d-C 6 )alkyl(C=0>NH, (CrC 6 )alkyl(C=0)-[NH](Ci-C 6 )aIkyl, 
(Ci-C 6 )alkyl(C=0)-[N(C,-C e )alkyl](Ci-Q)alkyl, (CrC<s)alkyl-S-, (Ci-C 6 )alkyl-(S=OK 
(Ci-Q)alkyl-S02- } (C,-C 6 )alkyl-S02-NH-, H 2 N-SOj-, H 2 N~S02-(d-C6)alkyl, (Ci-C 6 )alkylHN- 
SOHd-QOalkyl, [(C,-C6)alkyl]2N-S02-(C,-C6)alkyl, CF 3 SOr, (CrCs)alkyl- S0 3 -, phenyl, 
(C 3 -Cio)cycloalkyl, (C 2 -Q>)heterocycloalkyl, or (C 2 -Cs»)heteroaryl; wherein one of the carbon- 
carbon bonds of said five to seven membered carbocyclic ring may optionally be fused to an 
optionally substituted phenyl ring, wherein said phenyl substituents may be hydrogen, halo, CN, 
(Ci-C6)alkyl, hydroxy, hy<froxy-(d-C«)alkyl, (Ci-C 6 )alkoxy, (C r C6)alkoxy(C l -C6)alkyl J HO- 
(OO)-, (C,-C 6 )alkyl-0-(C=0)-, HO-(C=0)-(C,-C6)alkyl, (CrC 6 )alkyl-0-(C=OHCrQ)alkyl, 
(d-C^alkyl-CC^O)^-, (CrC 6 )alkyl-(C=0)-0-(Ci-C 6 )alkyl, H(0=C>, H(0=C)-(C r C6)alkyl, 
(Ci-C 6 )alkyl(0=C)-, (Ci-Q)alkyl(0=C)-(CrC6)alkyl 5 N0 2 , amino, (d<«)alkylainino, 
[(Ci-C^alkylfcamino, amino(Ci-QOalkyl, (Ct-C6)alkylamino(Ci-C6)alkyl, 
[(C^CeJalkylhaminoCC!.^^, H^-CCO)-, (Ci-C«)alkyl-NH-(C=0)-, ((C,-C 6 )aIkyl] 2 N-(C-0)- 
, H 2 N(C=OMd-Q>)alkyl, (d-C 6 )alkyl^HN(C=0>(d-d)altyl, [(d^6)alkyl] 2 N-(C=0> 
(C,-C 6 )alkyl, H(0=C)-NH-, (d-C6)alkyl(C-0>NH, (Ci-C 6 )alkyl(C=0)-[NH](C r C 6 )alkyl, 
(d-C 6 )alkyl(C^>[N(d-C 6 )aIkyl](Cr^^ 

(C|-C6)alkyl-S02-, (d-Q)alkyl-S0 2 -NH-, HiN-SQr, H^-SOrCCi-C^alkyl, (Ci-d)alkylHN- 
SOHCi^alkyl, [(C l -C 6 )alkyl] 2 N-S0 2 -{Ci-C6)alkyl, CF 3 S0 3 -, (Ci-C 6 )alkyl- S0 3 -, phenyl, 
(d-Cio)cycIoalkyl, (C 2 -C9)heterocycloalkyl, or (CrC^eteroaryl; 
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R 4 is hydrogen, (Ci-Q)aJkyl, hydroxy, (Ci-C 6 )alkoxy, hydroxy(Ci-C 6 )alkyl I 
(C l -C 6 )alkoxy(C=0)^(C3-C l o)cycloalkyHCH2V»( c 2-C9)heterocycloalkyl-(CH 2 )p-, 
(C 2 -C9)heteroaryl-(CH 2 )p-, phenyi-(CH 2 )p-> or naphthyl-(CH 2 V, wherein p is zero, one, two, three 
or four, wherein said (C^-C^heterocycloalkyl, (C 2 -C 9 )heteroaryl, phenyl and naphthyl groups of 
said (C 2 -C\)heterocycloalkyl-(CH 2 )p- 5 (CrC^heteroaryHCH^-, phenyKCH^p-, or naphthyl- 
(CH 2 ) P - may be optionally substituted on any of the ring atoms capable of supporting an additional 
bond with a substituent, wherein the substituent is hydrogen, halo, CN, (Ci-QOalkyi, hydroxy, 
hydroxy-<Ci-Q)alkyl, (C,-C 6 )alkoxy, (C-Q^lkoxyCC'Cs^kyl, HO-(C=0)-, (C,-C 6 )alkyl-0- 
(CO>, HO-(C=OHCi-C 6 )alkyl, (C 1 -C6)alkyl-O-(C=0)-(C,-C 6 )alkyl, (Ct-C6)alkyl-(C=0)-0-, 
(Ci-C 6 )alkyl-(C=0)-0-(C,-C6)alkyl, H(0=C>, H(0=C)-(C,-C6)alkyl, (Ci-C 6 ) alkyl(OC>, 
(Ci-C 6 )alkyl(OC>(Ci-C6)alkyl, N02, amino, (C|-C6)alkylamino, [(C]-C 6 )alkyl] 2 amino, 
amino(C]-C 6 )alkyl, (Ci-C 6 )alkylamino (Ci-C 6 )alkyl, [(Ci-C 6 )alkyl]2arnino(C,-C 6 )alkyl, H 2 N- 
(C=OK (C,-C 6 )allcyl-NH-(C=0)-, E(C,-C 6 )alkyl] 2 N-(C=0>-, H 2 N(C=0)-(C 1 -C 6 )alkyl, 
(C,-<^)alkyl-HN(C^ 

(C,-C6)alkyl(C-0)-NH, (d-QJalkylCC^-fNHlCC-Cs^kyl, (C 1 -Q)alkyl(C=0> 
[N(C,-Q)alkyl](CrC 6 )alkyl, (Ci-QDalkyl-S-, (Ci-C 6 )alkyl-<S=0>, (Q-C^alkyl-SCV, 
(C^alkyl-SOrNH-, HjN-SCV, H 2 N-S0 2 -(Ci-C6)alkyl, (Ci^alkylHN-SOHCi-Ce)^!, 
[(C r Qi)alkyl]2N-S0 2 -(C r C 6 )alkyl, CF3SO3-, (C,-C«)alkyl-S03-, phenyl, (C 3 -Cio)cycloalkyl, 
(C 2 -C 9 )heterocycloalkyl, or (C 2 -C{()heteroaryl; 

or R 4 and R s together with the nitrogen atom to which they are attached form a (C 2 - 
C<>)heterocycloalkyl group wherein any of the ring atoms of said (Q2-C^)heterocycloalkyl group may 
optionally be substituted with a substituent, wherein the substituent is hydrogen, halo, CN, 
(Ci-C 6 )alkyl, hydroxy, hydroxy-(Ci-C6)alkyl, (Ci-C 6 )alkoxy, (C,-Q)alkoxy(C,-C 6 )alkyl, HO- 
(OO)-, (Ct-QOalkyl-CKC-O)-, HO-(C=OMC,-C 6 )alkyl, (C r C 6 )alkyl-0-(C=0)-(C,-C 6 )alkyl, 
(C,-C6)alkyl-(C=0)-0-, (C,-C 6 )alkyl-(C=O)-0-(Ci-C 6 )alkyl, H(0=C>, H(0=C)-(Ci-C 6 )alkyl, 
(Ci-Ce) alkyl(OC>, (C r C6)alkyl(0=C)-(C l -C < )alkyl, NOj, amino, (Ci-C 6 )au^lamino, 
[(Ci-C 6 )a!kyl] 2 amino, amino<CrQ)alkyl, (Ci-Cejalkylamino (Ci-Qs)alkyl, 

[(CrC 6 )alkyl] 2 arnino(CrQ)alkyl 5 H 2 N-(C=0)-, (C,-Q)alkyl-NH-(C=0)-, [(Ci-C 6 )alkyl] 2 N-(C=0)- 
, H 2 N(C=OHC,-C 6 )alkyl, (C,-C 6 )alkyl-HN(C=0)-(Ci-C6)alkyl, [(C,-C 6 )alkyl] 2 N-(CK))- 
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(C t -C6)alkyl, H(0=C)-NH-, (Q-C«)a]kyl(C<>)-NH, (d-QJalkyKCOJ-p^Cd-QJalkyl, 
(C,-C«)alkyl(C=0>pJ(Cr(^^ 

(Ci-C 6 )alkyl-S02-, (Ci-Q)alkyl-S02-NH-, H2N-SO2-, HzN-SOHQ-C^alkyl. (C,-C 6 )alkylHN- 
S02-(C,-C6)alkyl, [(Ci^alkylliN-SOj'CC-^alkyn CF 3 $Oy-, (Ci-C«)alkyl-S03-, phenyl, 
(C 3 -Ci»)cycloalkyl, (C 2 -C 9 )heterocycloalkyl I or (d-QOheteroaryl; 
R s is hydrogen, (Ci-Cs)alkyl or amino; 

R* is hydrogen, (C r Q)alkyl, (C 1 -C 6 )alkoxy-(CH2)g-, (C 1 -C 6 )alkoxy(00)-(CH 2 ) ir , 
(Ci-QJalkyKSOiHCHiV. (C6-Cio)ajyloxy-(CH 2 ) e -, (C 6 'Cio)aryloxy(C=OKCH2)g-, or 
(C6-Cio)aryl-(S0 2 )-(CH 2 ) S -, wherein g is an integer from zero to four; 

R 7 and R 8 are each independently hydrogen, (OH) 2 0P-, (OH)0 2 S-, R U -(NH)2CH-(C=0)-, 
COOH-R n -(C=0)-. R ll -(Ci-C 6 )alkyl-(C=0)-, R n -0-(C=0)-, COOH-(C=0)-, NH 2 -R u -(C=0)-, 
NH^R'^O-CC-O)-, or R n -(C=0)- ; 

R 11 is hydrogen, (Ci-C 9 )alkyl, (C 2 -C 9 )alkenyl, (C 2 -C9)alkynyl, (C r C 9 )alkoxy, 
(C 3 -Cio)cycloalkyl, (C 2 -C 9 )heterocycloalkyl, (C 2 -C 9 )heteroaryl, aryl, (C l -C 9 )alkyl-(C=0)-(Ci- 
QOalkyl, (C,-C 9 )alkyKC=0)-(Ci-C 9 )alkoxy, (Ci-C9)alkoxy-(C=0MCi-C9)alkyl, (Ci-C 9 )alkoxy- 
(C<>)-(C,-C 9 )alkoxy, (Ci-Cg)^ 

C 9 )alkenyl, (Ci-C9)alkyl-(C=0)-(C 2 -C 9 )alkynyl, (C,-C9)alkoxy-(C=0)-(C 2 -C 9 )alkynyl, wherein 
R u may be unsubstituted or substituted with one or more of hydrogen, hydroxy, carboxy, NH 2 - 
(ONH)-HN-, (OH^OP-O-, (OH)0 2 S-0-, (C t -C 9 )alkyl, amino, amino(Ci-C<i)alkyl> amino(Ci- 
C 6 )alkylamine, -NHHOOK thio, thio(Ci-C6)alkyl, (C 3 -Cio)cycloalkyl, 
(CrCOheterocycloalkyl, (C2-C 9 )heteroaryl, or aryl; 
Lisabondor-0-(CR ,3 R 14 )-; 

R 13 and R 14 are each independently hydrogen or (Ci-C3)alkyl; 

with the proviso that if L is a bond, feeth-R 7 a«d4^-may not be hydrogenHffltess-R 4 '-is-(€3- 
C 9 )h o t oro aryl substituted with on e or moro groups of oxygon ; 

with the proviso that if Lisa bond. R 8 may not be hydrogen unless R 1 is (C^-Cglheteroaryl 
substituted with one or more groups of oxygen: 

with the proviso that when either R 4 or R 5 is hydrogen, and the other of R 4 or R 5 is (Q- 
C 6 )alkyl, R 2 is (C 3 -Cio)cycloalkyl and R 3 is (C 3 -C 5 )alkyl, phenyl, methylvinyl, dimethylvinyl, 
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halovinyl, hydroxy(C r C 3 )alkyl or amino(Ci-d)alkyl then R 1 must be other than indol-5-yl, 6- 
azaindol-2-yl ? 2>dichloro-pyroi-5-yl, 4-hydroxyquinolin-3-yl, 2-hydroxyquinoxalin-3-yl 3 6- 
azaindolin-3-yl, or optionally substituted indol-2 or 3-yl; 
and the pharmaceutically acceptable forms of such compounds. 

2. (Previously Presented) The compound according to claim 1 , wherein the compound of 
formula (I) has the stereochemistry shown in formula (la): 



wherein R 1 , R 2 , R 3 > R 4 , R 5 and R 7 , and L are a$ described in claim 1 . 

3 . (Previously Presented) The compound according to claim 1 , wherein R 3 is 2-methyl-butan- 
2-OL-R $ to form the compound of formula (lb): 



wherein R 1 , R 2 , R 4 , R 5 , R 7 and R 8 , and L are as described in claim 1 . 

4. (Previously Presented) The compound according to claim 1, wherein R l is quinoxalinyl, R 7 
is hydrogen, and L is a bond as shown in formula (Ic) 





USSN 10/687.380 

Amendment and Response to OA dated 4/27/05 



Page 9 of 22 



PAGE 10/23 * RCVDAT 7/27/200511:36:42 AM [Eastern Daylight TimeJ * SVR:USPTO-EFXRF-6/24 ^ DlfflS:2738300 * CS!D:860 441 5221 1 DURATION (mm-$s):06-52 



JUL 27 2005 11:36 AM FR PFIZER PfiTENT-LEGAL 441 5221 TO 9 157 127383007 182 P. 11 



PATENT 

Attorney Docket No. PC25047A US 




wherein R 2 , R 3 ' R 4 , and R 5 are as described in claim 1 ; and 

R 9 and R 10 are each independently oxygen or electron pairs, with the proviso that at least 
one of R 9 and R 10 are oxygen if R 3 is (C r C 6 )alkyi substituted with R 8 -L-0- and R 8 is hydrogen. 

5. (Original) The compound according to claim I, wherein R 1 is an optionally substituted 
pyrazolo[3,4-b]pyridinyl, cinnolinyl, pyridinyl, ej-dihydro-SH-tllpyrindinyl, benzothiazolyl, 
indolyl, pyrazinyl, benzoimidazolyl, benzofuranyl, benzo[b]thiophenyI, naphthalenyl, quinoxalinyl, 
isoquinolinyl, 5,6,7,8-tetrahydro-quinolin-3-yl or quinolinyl. 

6. (Original) The compound according to claim 5, wherein R l is an optionally substituted 
quinoxalin-2-yl, quinoxalin-6-yl, quinolin-2-yl, quinolin-3-yl, quinolin-4-yl or quinolin-6-yl. 

7. (Original) The compound according to claim 1 , wherein R* is an optionally substituted 
phenyl, ben2yl, naphthyl, cyclohexyl, thienyl, thiazolyl, pyridyl, oxazolyl, fiiranyl, or thiophenyl; 
wherein said substituents are each independently hydrogen, halo, (Ci-C6)alkyl s trifhioromethyl, 
trifluoromethoxy, hydroxy, -C(=0)-OH, (Ci-C$)alkoxy, (Ci-C 6 )alkoxy(C=0>, NO2, amino, 
(d-C^alkylamino, [(C,-C 6 )alkyl] 2 amino, (C,-C 6 )alkyl-0-(C=0)- 5 HO-(C=OKCrQ)alkyl, 
(d-Q)alkyl-0-(C=OKCi-C6)alkyl, (C,-C 6 )alkyI-(C=O)-0-, (C^alkyl-^OVO^Cr^alkyl, 
H 2 N-(C=0>, (Ci-C 6 )alkyl.NH-(C=0)-, [(Ci-C 6 )alkyl] 2 N-(CK))-, HjNCC^OXd-QJalkyl, 
(C^alkyl-HN^OXCr^alkyl, [(CrC6)alkyl3 2 N.(C=0)-(CrC < 5)alkyl > H(0-C>NH-, 
(C r C 6 )alkyl(C=0>NH, (C r Q)alkyl(C=0)-[NH](C l -C6)alkyl, (d-^alkyKCK))- 
[N(Cj-C6)alkyl](CrC$)alkyl, phenoxy, or benzyloxy. 

8 . (Original) The compound according to claim 7, wherein R 2 is optionally substituted benzyl. 
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9. (Original) The compound according to claim 1 , wherein R 3 is an optionally substituted (Ci- 
Ci 0 )alkyl, benzyl, pyranyl or (C 3 -Cio)cycloalkyl-(CH 2 )n-, wherein any of the carbon-carbon single 
bonds of said (Ci-Cio)alkyl may be optionally replaced by a carbon-carbon double bond, 

10. (Original) The compound according to claim 9, wherein R 3 is an optionally substituted n- 
butyl, isobutyl, n-pentyl, 3 -methyl-butyl, 2-methyl-pentyl, allyl, cyclopentyl, cyclohexyl or 
cycloheptyl, and the optional substituent is fluoro, (Cj-QOalkyl or hydroxy. 

1 1 . (Original) The compound according to claim 1 , wherein R 4 or R 5 is hydrogen, (Ci - 
C 6 )alkyl, (C 3 -Cio)cycloalkyl-(CH2) P -, (C 2 -C 9 )heterocycloalkyl-(CH 2 V, (C 2 -Q>)heteroaryl- 
(CH 2 ) P -, or phenyl-(CH 2 ) p -. 

1 2. (Original) The compound according to claim 1 , wherein R 7 or R* is NH 2 -R I l -(C=0> or 
R l ^(NH^CH^OO)- to form an amino acid ester or R 7 or R 8 is COOH-R u -(C=0)- to form a 
dicarboxylic acid monoester.' 

1 3 . (Original) The compound according to claim 1 , wherein the compound is: 
Phosphoric acid mono-(3(R)-carbamoyl-l(S)-{2-(3-fluoro-phenyl)-l(S> 

[(quinoxaline-2-carbonyl)-amino]-ethyl} -6-hydroxy-6-methyl-heptyl) ester; 

Sulfuric acid mono-(3(^>c^bamoyl-l(S>{2-(3-fluoro-phenyl)-l(S)-[(quinox^ 
2-carbonyl)-ammo]-ethyl} -6-hydroxy-6-methyl-heptyl) ester; 

Phosphoric acid mono-{4(R>^bamoyl-8K3-fiuom-phenyl>6(S)-hydroxy-l,l- 
dimethyl-7(S)-[(quinoxaUne-2-carbonyl>amino]-octyl} ester; 

Sulfuric acid mono-{4(R)-carbamoyl-8-(3-fluoro-phenyl)-6(S)-hydroxy-l f l- 
dimethyl-7(S)-[(quinoxaline-2-carbonyl)-amino]K)Ctyl} ester; 

Phosphoric acid mono-(3(R>carbamoyl-l(S>{2-(3-fluoro-phenyl)-l(S)- 

[(quinoxaline-2-carbonyl)-am^ 

Sulfuric acid mono-(3(R)-<^bamoyI-l(S)-{2-(3-fluoro-phenyl)-l(S)-[(quinoxaline- 
2-carbonyl)-amino]-ethyl }-6-methyl-6-sulfooxy-heptyl) ester; 
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l-Oxy-quinoxaline-2-carboxylic acid [4(R>carbamoyl-l(SH3-fluoro-benzyl)- 
2(S),7-dihydroxy-7-methyl-octyl]-ami<Je; 

4-Oxy-quinoxaline-2-carboxylic acid [4{R).carbamoyl-l(S)-(3-fluoro-benzyl)- 
2(S) > 7-dihydroxy-7-methyl-octyl]-amide; 

l,4-Dioxy-quinoxaline-2-caiboxylic acid [4(R)-carbamoyH(S>(3-fluoro-benzyl> 
2(S) 3 7-dihydroxy-7-methyl-octyl]-ainide; 

Amino-acetic acid 3(R)<arbamoyM(SM2-(3~£to^^ 
caibonyl)-amino]-ethyl}-6-hydroxy-6-methyl^ ester; 

2(S>Amino-propionic acid 3(R>carbamoyl-l(S)-{2-(3-fluoro-phenyl)-l(S)- 
[(quinoxaline-2-carbonyl)-aniino]-ethyl } -6-hydroxy-6-methyl-heptyl ester; 

2(S),6-Diamino~hexanoic acid 3(R)-carbamoyl-l(S)-{2-(3-fluoro-phenyl)-l(S)- 
[(qwnoxaline-2-carbonyl)-a™^ 

2(S>Amino-5-guanidino-pentanoic acid 3(R>carbamoyl-l(S)-{2-(3-fluoro-phenyl> 
l(SM(quinoxaline-2<^ ester; 

2(S)-Amino0^3H-irnidazol-4-yl)-propioiiic acid 3(R>carbamoyl-l(S)-{2-(3" 

fluoro-phenyl)-l(S)-to 
ester; 

2(S)-Araino-succinic acid l-(3(R)-carbamoyl-l(S>{2-(3-fluoro-phenyl>I(S>- 
[(quinoxalme-2-carbonyl)-^ 

2(S)-Amino-pentanedioic acid l-(3(R)-carbamoyH(S)-{2-(3-fluoro-phenyl)^l(S)- 
[(quinoxaline-2-carbonyi>^^ ester; 

2(S)-Amino-succinaniic acid 3(R)-carbamoyl-l(S>{2-(3-fiuoro-phenyl>l(S> 
[(quinoxaline-2-carbonyl>awiino]-ethyl} -6-hydroxy-6-methyl-heptyl ester; 

2(S>Ajtnino-4-carbamoyl-butyric acid 3(R)-carbamoyH(S)-{2-(3-jauoro-phenyl> 
l(SH(qiunoxalme-2-car^ 

3-(2,4-Dime%l-6-phosphonooxy-phenyl)-3-methyl-butyri acid 3(R)-carbamoyl- 
1 (S)~ {2-(3 -fluoro-phenyl)-l (S>[(quinoxaline-2^axbonyl)»amino]-ethyl}-6-hydxoxy-6- 
methyl-heptyl ester, 

2-Acetoxymethyl-benzoic acid 3(R)-carbamoyl-l(S)-{2-(3-fiuoro-phenyl)-l(S)- 
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[(quinoxaline-2-carbonyl)-amino]-etliyl} -6-hydroxy-6-methyl-heptyl ester; 

Succinic acid mono-(3(R>carbamo^ 
2-carbonyl>amino]-ethyl} -6-hydroxy-6-methyl-heptyl) ester; 

Succinic acid 3(R)-<^bamoyM(S>{2<3^ 
carbonyl>-amino]-eAyl}-6"hydroxy-6-methyl-heptyl ester ethyl ester; 

Pentanedioic acid monoK3(R)^bamoyl-l(S>{2<3-fluoro-phenyl)-l(S)- 
[(quinoxaline-2-cartonyl)-a^ ester; 

Pentanedioic acid 3(R)-carbamoyl-l(SH 2 -( 3 - flTO ^ 
carbonyl)-aminol-ethyl}-6-hydroxy-6--methyl-heptyl ester ethyl ester, 

Amino-acetic acid 4(R>(^bamoyl-8-(3-fluoro-phenyl)-6(S>hydroxy-l 5 l-dimethyl- 
7(S)-[(quinoxaline-2-carbonyl)"arnino]-octyl ester; 

2(S)-Amino-propionic acid 4(R)-carbamoyl-8-(3-fluoro-phenyl)-6(S)-hydroxy-l,l- 
dirae%i-7(S>[(quinoxaline-2-carbonyl)-amino]-octyl ester; 

2(S),6-Diamino-hexanoic acid 4(R)-carbamoyl-8-(3-fluoro-phenyl)-6(S>hydroxy- 
1 , 1 -dimelhyl-7(S)-[(quinoxaUne-2-carbonyl>amino3-octyl ester; 

2(S)-Amino-5-guaiudino-pentanoic acid 4(R)-carbatnoyl-8-(3-fluoro-phenyl)-6(S> 

hydroxy4J-dimethyl-7(SH(q^^ ester; 

2(S>Amino-3<3H-imidazol-4-yl>propio3nic acid 4(R)-carbamoyl-8-(3-fluoro- 
phenyl)-6(S)-hydroxy- 1 ,1 ^methyl-7(S)-[(quinoxaline-2-^bonyl)-amino]-octyl ester; 

2(S)-Amino-succinic acid l-{4<R>carbanioyl-8-(3-fluoro-phenyl)-6(S)-hydroxy- 
1 ^l-dime^l^CSJ-Kquinoxaline^-carbonyO-aminol-octyl} ester; 

2(S)-Amino-pentanedioic acid l-{4(R>carbamoyl-8-(3-fluoro-phenyl)-6(S)- 
hydroxy-1 ,1 -dimethyl-7(S>[(quinoxdine-2^arbonyl)-amino ester; 

Succinic acid mono-{4(R)-carbamoyl-8-(3-fluoro-phenyl>6(S)--hydroxy-l > l- 
dimethyl-7(S)-[(quinoxaline-2-carbonyl)-amino]-octyl} ester; 

Succinic acid 4(R>carbamoyl-8-(3-fluoro-phenyl)-6(S)-hydroxy-l ,l-dimethyl-7(S)- 
[(quinoxaline-2-carbonyl)-amino]-octyl ester ethyl ester; 

Pentanedioic acid mono-{4(R>carbamoyl-8-(3-fluoro-phenyl)-6(S>hydroxy-l ,1 - 
dime%l-7(S)-[(quinoxaline-2^arbonyl)-an^o]-wtyl} ester; 
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Pentanedioic acid 4(R)<arbamoyl-8-(3-fluoro-phenyl)-6(S)-hydroxy-l ,1-dimethyl- 
7(S)-[(quinoxaline-2^arbonyl>amino]-octyl ester ethyl ester; 

Amino-acetic acid 3(R)-c^bamoyl-l(S>{2-(3-fluoro-phenyl>l(S)-[(qumoxalm^ 
carbonyl>amino] -ethyl } -6-hydroxy-6-methyMieptyloxymethyl ester; 

2(S)- Amino-propionic acid 3(R)-carbamoyl-l(S>{2-(3'fluoro-phenyl)-l(S)- 
[(quinoxaline-2-carbonyl>amino]-ethyl } -6-hydroxy-6-methyl-heptyloxymethyl ester, 

Amino-acetic acid 4(R)-carbamoyl-8-(3-fluoro-phenyl)-6(S)-hydroxy-l ,1-dimethyi- 
7(S)-[(quinoxdine-2-carrx^ ester; 

2(S>Amino-propionic acid 4(R)-carbamoyl-8-(3-fluoro-phenyl)-6(S)-hydroxy-l,l- 
dimethyl-7(S>[(quinoxaline-2-carbonyl)-amino]<)C^^^ 

Succinic acid mono<3(Tl>c^bamoyl-l(S>{2<3-fluoro-phenyl)4(S)-[(quinoxal^ 
2-carbonyl)-amino]-ethyl} -6-hydroxy-6-methyl-heptyloxymethyl) ester; 

Succinic acid 3(R)-carbamoyl-l(SH2-(3-fluoro 
carbonyl)-amino]-eihyl}-^ ester ethyl ester; 

Pentanedioic acid mono^3(R)-carbamoyl-l(S)^ 
[(quinoxaline-2-carbonyl)-am^ 

Pentanedioic acid 3(R>carbamoyl-l(S)-{2-(3-fluorc^phenyl)-i(S)-[(quinoxaline-2- 
carbonyl)-amino]-ethyl} -6-hydroxy-6-methyl-heptyloxymethyl ester ethyl ester; 

Succinic acid mono~{4(R)-carbamoyl-8-(3-flu^ 
dimeihyl-7(S)-[(quinoxa^ ester; 

Succinic acid 4(R)-caibamoyl-8-(3-fluoro-phenyl)-6(S)-hydroxy-l,l-dim 
[(quinoxaline-2K^bonyl)-aniino]-octyloxymethyl ester ethyl ester; 

Pentanedioic acid mono- {4(R)-carbamoyi-8-(3-fluoro-phenyl)-6(S)-hydroxy- 1,1- 
dimethyl-7(S)-[(quinoxaline-2-^^ ester; 

Pentanedioic acid 4(R)-carbamoyl-8<3-fluoro-phenyl)-6(S^hydroxy-l,l^iinethyl- 
7(S)-[(quinoxaline-2-carbonyl)-amino]-octyloxymethyl ester ethyl ester; 

(3(R>Carbamoyl- 1 (S> { 2-(3 -fluoro-phenyI)-l (S)-[(quinoxaline-2-carbonyl)-amino]- 
ethyl} -6-hydroxy-6-methyl-heptyloxycarbonyloxy)-acetic acid; 

3-(3(R)-Carbamoyl-l(S>{2-(3-fluoro-phenyl>l(S>[(quinoxaline-^ 
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amino]-ethyl} -6-hydroxy-6-methyl-heptyloxycarbonyloxy)-propioiu^ acid; 

Carbonic acid 2-ammo-ethyl ester 3(R)-carbamoyl-l(S>{2-(3-fluoro-phenyl)-l(S)- 
[(quinoxaline-2-carbonyl)-am^ ester; 

{4(R)-Carbamoyl-8-(3-fluoro-phenyl)-6(S)-hydroxy- 1 , 1 -dimethyl-7(S)- 
[(quinoxaIine-2-carbonyl)-am^ acid; 

3 -{4(R)-Carbamoyl-8-(3 -fluoro-pheny l>6(S)-hydroxy- 1 , 1 -dimethyl-7(S> 
[(quinoxaline-2-carb onyl)-amino]-octyloxycarbonyloxy } -propionic acid; 

Carbonic acid 2-amino-ethyl ester 4(R>carbamoyI-8-(3-fluoro-phenyl)-6(S)- 
hydroxy-1 , 1 -dimethyl-7(S)-[(quinoxaline-2^^bonyl)-amino]-octy^ ester; 

But-2-enedioic acid mono^3(R>carbamoyl-l(S)-{2-(3-fluoro-pheiiyl>l(S)- 
[(quinoxaline-2-c^onyl)-am^ 

Oxalic acid mono<3(K>-carbamoyl-l(SM^ 
carbonyl>amino]-ethyl}-6-hydroxy-6--inethyl-heptyl) ester; 

Amino-acetic acid 3(R)^bamoyl-l(S>{2<3-fluoro-phenyl)-l(S)-[(quinoxaUne-2- 
carrxmyl>amino]-et^ 

Carbonic acid 3(R>carbamoyl-l(S)-{2<3'fluoro-phenyl>l(S)-[(quinoxaUne-2^ 
carbonyl)-amino]^thyl}-6-hydroxy-6-methyl-heptyl ester 2,3-dihydroxy-propyI ester; 

Cis-but-2-enedioic acid moncn{4(R)-c^bamoyl"8-(3-flaoro-pheriyl)-6(S>hydroxy- 
1 , 1 -dimethy 1-7(S> [(quinoxaline-2-carbonyl)-amino]^octyl} ester; 

Oxalic acid mono- {4(R)-carbamoyl-8-(3-fluoro-phenyI)-6(S)-hydroxy- 1,1- 
dimethyl-7(S)-[(quinoxaline-2-carbonyl)-amino]-octyl} ester; 

Trans-but-2-enedioic acid mono-{4(R)-carbamoyl-8-(3-fluoro-phenyl)-6(S)- 
hydroxy-U^methyl-7(SM(qu^ 

Acetic acid 3(R>carbamoyl-l(S)-{2-(3-fluoro-phenyl)-l(S)-[(quinoxaliiie-2- 
carbonyl)-amino]-ethyl} -6-hydroxy-6-methyl-heptyl ester; 

Amino-acetic acid 4(K)-caAamoyl-8-(3-fluoro^ 
7(S)-((quinoxaline-2-car^ ester, or 

Carbonic acid 4(R)-carbamoyl-8<3-fiuoro-phenyl)-6(S>hydroxy-l,l-dimethyl- 
7(S)-[(qninoxaline-2-carbonyl)-ainino]-octyl ester 2,3-dihydroxy-propyl ester. 
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14. (Original) A pharmaceutical composition comprising an amount of a compound according 
to claim I , or a phannaceutically acceptable salt or ester thereof and a pharmaceutically acceptable 
carrier. 

1 5. (Withdrawn) A method for treating or preventing a disorder or condition that can be treated 
or prevented by antagonizing the CCR1 receptor in a subject or inhibiting the production of 
metalloproteinase or cytokine at an inflammatory site in a subject, wherein the method comprises 
administering to said subject an effective amount of the compound of claim 1. 

16. (Withdrawn) A method of treating or preventing a disorder or condition selected from the 
group consisting of autoimmune diseases, acute and chronic inflammatory conditions* allergic 
conditions, infection associated with inflammation, viral inflammation, transplantation tissue 
rejection* atherosclerosis, restenosis, HTV infectivity, granulomatous diseases in a mammal, fibrosis, 
Alzheimer's disease, conditions associated with leptin production, sequelae associated with cancer, 
cancer metastasis, diseases or conditions related to production of cytokines at inflarnmatory sites, 
and tissue damage caused by inflammation induced by infectious agents; wherein the method 
comprises administering to a mammal a phannaceutically effective amount of the compound of 
claim 1. 

1 7. (Withdrawn) The method of claim 1 6, wherein the disorder or condition is selected from 
the group consisting of rheumatoid arthritis* Takayasu arthritis, psoriatic arthritis, ankylosing 
spondylitis, type I diabetes (recent onset), lupus, inflammatory bowel disease, Chrohn's disease, 
optic neuritis, psoriasis, multiple sclerosis, polymyalgia rheumatica, uveitis, thyroiditis and 
vasculitis, pulmonary fibrosis, fibrosis associated with end-stage renal disease, fibrosis caused by 
radiation, tubulointerstitial fibrosis, subepithelial fibrosis, scleroderma, hepatic fibrosis, primary and 
secondary biliary cirrhosis, asthma, contact dermatitis, atopic dermatitis, chronic bronchitis, chronic 
obstructive pulmonary disease, adult Respiratory Distress Syndrome, Respiratory Distress 
Syndrome of infancy, immune complex alveolitis, synovial inflammation caused by arthroscopy, 
hyperuxemia, osteoarthritis, ischemia reper&sion injury, glomerulonephritis, nasal polyosis, 
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enteritis, Behcet's disease, preeclampsia, oral lichen planus, Guillian-Barre syndrome, sarcoidosis, 
leprosy, tuberculosis, obesity, cachexia, anorexia, type II diabetes, hyperlipidemia and 
hypergonadism, sequelae associated with multiple myeloma, breast cancer, joint tissue damage, 
hyperplasia, pannus formation and bone resorption, hepatic failure, Kawasaki syndrome, myocardial 
infarction, acute liver failure, septic shock, congestive heart failure, pulmonary emphysema or 
dyspnea associated therewith, viral induced encephalomyelitis or demyelination, viral inflammation 
of the lung or liver, gastrointestinal inflammation, bacterial meningitis, cytomegalovirus, 
adenoviruses, Herpes viruses, fungal meningitis, lyme disease, and malaria. 

[REMAINDER OF PAGE BLANK] 
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